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*El«e|.a(o 1 t i p r a z) aflat*^ {Method for preparing oltipraz} 

<2> [^Al u 



<1> 




<3> #71 1^ ^ # ^ AE] S ^ 1980^-11 * = %*HH ^«*(blood 

flukes)^^ x\)7]*}^ j^g. ^ ^1^^ <W3L 7flf^ *IWa 3=1-0]^ 

7> HIV#^*ll(Prochaska 1995), #3 <W 3 jq fi( HBV^a^ *)] ( Ch i 1998)^1 Jt 
SU^l ^Ssl&t}. 
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^^2) aflanHH *S%*><S] *1]4110450:M 1978^ <^7l 

^ 2S+ 



6> 2] 




o 

p ^_^B 9 9 



o o 

•CrV 



C" 



t-BuO-Na l> .J I s,?a 




7> ^ V 7] ^1S«^<^A^ ^-e^H^* ^*Rr3l 18 24*1 lM ii^ ti>-g-A]^>o] 

^Ml^ °l-g-*H ^3^*11 *Kf S^-n. <#7] a>-g-^^ ^- #7fl w> 

o 



o 

O O 



. .s 

o o \ u 



10 



*1 fifrth 
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ii> a tt«. -i:E]S^^ MifrfloaXI, ^ 2001^ S^ofl WO 01/09118^^ 7]A 

12> [^ai 4] 

L4> ^*Kr <8** *l*l^r ^7^1^ 7^7} *HI*H 

*1€ ^«J-§- AWfl* *>**M ^3*3* (dithiolethione) :ae]» tH3*Hr * 

*(S)/AWJ, ^ ^ A Him^^^(hexaniethyldisiloxane)/^^ol^ Aj-g-^ - 
e*S| Al^W- a^c* ^ fe<^ jia* *> ^^Tetrahedron Letters 

2000, 9965^ 17-18*), ^±.7} S_^& q*S3L*\* 3 -^6(|^^,h aJa^*^ 
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^ & *}--§-] 

is> oflig 2-ffll-3-(5l^-2-^)-3-^H^^i.ilolH(5l-^ 4)1- t-^ofl*). 3 

^(3-*H 1)3 afla^-a- afl^t*. 
19> [a?-^ 1] 




21> [^Al 4 ] 




22> 



17-8 



1020074119 



#^ g*>: 2003/11/26 



^ ^^T-S-^l ^-S-^r£» _o j= ^ ^ #4. tiV-§-^ £7 |- #7>m^ J2-%s}-<?]^ % 

^7l<4 ^o] 1-^.^4 £1^^ ^^--g-nfll- A>-g-^-o. S H>^^^ ^ + o^cf. 

:25> ^- 7 ] W 6 J* 2-^^-3-(S)^- 2 -^)-3-^H^^v11 o]^ 1 xg-^] 

tfl*H 0.5 3 a>-§-^ ^ol y}^^, ^^}t]}^ 1.05 1.50 

26> ^-7] 2-^]^-3-(5il^^l-2-^)-3-4^S5i)^.v1lc)H(^-^ 4)^ nfl^ ^^-2-9} 

27> [5^^ 3 ] 

^N. .COOMe 
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29> ^c, «>^n1]Sfe ^^O.S -fr^^hM A>-g-£)^ ^^g^ ^ ? ^ ^ 

*hhh ^ 7lfe ^ ^z-2-n^m°]]EL 1 ^1 tq«M 1.5 ^ 2 . 5 

TO* *>**Kr ^o] B|* tt^^fc l.g ^ 2.0 A>* W . 

^COOH 



31> 



32> 



N 



!5> 



MW ^ 7>S 4 - ^ «NH *7> «o] ^^-s^a^^ol-, ^ 
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4. «>^«r <8=£r *flli *\ 2}^-2-7}24^^1 1 tflSM 5.8X10-3 ifl*l 

25.0X10" 3 ^o]t)-. 

36> ^§-E]=H^ B>^3)^ ^H* S.^}^ ^t}. 

37> [*}-§-^ u 

4* N t-BuO-K/THF N 

(2) (3) (4) 

PA 
SB 

N 

(D 

l0> -Ms.^ ^Hlsqsm* A>-g.*H- 34-0^ fE)£2}x x ^ 

2 ^ 1 f^^Ml 15 ifl*l 20 -g-^^-jq N.N-nlUlMulH g 30 ^ 4Q 
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42> 



Ho] 



43> 



3^h -g-nflSAi N.N-cl^iJEfoHn W Af-g-^ #E]He ^ 

- S ^ 1 WM *fl*M 15 xfl^l 20 -M-M M,N-ri|ifl«£#6>nls g 3 0 40 

*7> 3r)^- 2 -7>s4^A> 20.0g(805.8ra m ole)* nfl^# 160mHl JE^*}^ 

1.0ml* ^7>^cf. ^-g-oj^ g0 _ g^o^ 5 X\# ^oj- al-o.^^ ^ 

20 - 22°C*M iflfl * nyo.^ ^ >$ ^ x^ #iiLeHjE . 80ml > # 4Qml 

# 7>^>ji ^ 40ml# ^7>*fl f^l?^^ pH » g. 55L ^g^tf. ^- 7 )#,§- «. 

^ }JL ^***S^ol£. 40ml» -fM** ^^11 # <L 

3- t&St ^71, e^^r ^ ^ll^l#S^ol= 20ml^ ^S^nf. <^-»,g- # 
jaafltf 21.1g(^#: 94.8%)^- ^^>^cf. 

i8> ^-tt^ : 60 ~ 61 °C 

i9> ^Al^l 2 
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«V-§-7H BflH^o]^-^- 1>2L> 1^ t -«-^-A>o]^. 87.8g(0.78mol)l- ^ OX: 
^^>^4. ^lim ^^5r)^.vil o]^ 71.5ml(0.74mole)» ^7>t»- ^ 0TC<>1H 30^-# 32^>^ 
4. ^"71 ^Al^l lofl^ ^s^. T^ig ^^-2-7> = 4^3HS. 60g(0.434mole)^r .^HBH^l^ 
S^-^r 500ml ofl ^ 30&& 2\7m * 20 tfl*l 25t:^^i 3^1 ?> :5L«HrH wV-g-Al^tf. a> 

-§-^1 f-fHr 0.5L ^ Ms* ^s^S.^- 0.5L» ^51 30^Zt m^>^rf. ti>-§-^^ i.0L*}*| 

^fb^^ SU^ iL^o} 75.0g(^: 89.0%)^ <£9Xt\-. 

NMR(6, CDC1 3 ): 1.50(d, 3H), 3.65(s, 3H), 4.70(q, 1H) , 8.60(d, 1H), 8.80(d, 1H), 
9.21(s, 1H) 

3 

^>-§-7lofl «^^0 300ml ^ 3^31 350ml» ^3. ^.%^-<^ 48.0g(216mmole)^- ^3. 
» 120 122E*>*1 #^i=f. 100mH ^) 2<HH 2 -v)M-3-(x\ 

)-3-%iHS3r) ol e 40.0g(206mmole)* ^ ^7>§>^4. 135t:olH 4*1^ 

«J:-^m^. 20-CS. ^ 500ml, 50 0ml» Jf<a*} 

JL 28% ^ol4(rfl^ 51ml)* 7>^fl P H» 8.5S -fj-7l## £-e]*H ^ %^>zl^ 

^-^ <r«-* ^7l*>ul 0^4^. * #<y-^ §>o|rf. pflighg- 150ml* 7>$ ^ 1*1 # ^o> 
*>S*=h ^^>^L, 100m IS. Aflaj*^ #H]^e)-s 3^1^(12.0 ~ 

13. 0g)^ <£9X^. 
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56> -ir^He}^ S^^- omii]E| 400ml» ^ 80 ICS. # 

3 -g-SfMsQ ^ %W 1.4g-i- 30^-# S^tb * ^^>ji o};|e^e| lOOmlS ^ 

20 - 25°C*\}*\ 2Al^> 3H«V§H 233M*1 * 10°C°1M ia]# d] s^>^r^. a^aJ^ 
^§-i: ^4*}^- °MlEMHi 20mlS ^^^tf. 40t^H slMasH ^£7]- 99.5%°1#<?} 
#e]=b|-2L# 6.37g(^#: 13.6%)^- ^^cf. 

57> NMR( 8 , CDC1 3 ): 2.51(s, 3H), 8.70(d, 1H), 8.80(d, 1H), 9.21(s, 1H) 
58> aJa^ 4 

59> ^X^cq 

60> #7) ^A}6\] 3<*}*\2\- ^°-ZL 2^ ^ N.N-^H 

^ £ f°H£ 180ml» 80"CS ^3} -g-n^j ^1 %W 1Ag ^. 30 «^ ^ 

^ ^ «^^>ji N,N-^^^^o>p]^ 20m IS. ^^ofi}. 80t^H <>HlJi>lH1i 360ml* 
q 7 }i£ ^ 20 25t^H 2Al^o> ^^^.a]^1 3fL iox:6]}^ iaI^V t:-] Jl^^r]. 

. ^^-i- ^^V^L ^H|£^l 20mlS M]z$-s}<%t^, 40°C<*\]*\ Sl^^H $5.7} 

99.6%<>]#<?1 -ir^HB^ 7.15g(^: 15. 6%)^ ^^>^rf. 

61 > NMR(6, CDCI3): 2.51(s, 3H), 8.70(d, 1H), 8.80(d, 1H), 9.21(s, 1H) 

«2> ^Alofl 5 

:63> ^S.B\-^ 

°> p l- 180ml « 4* 80 ICS -g^m ^ 1.4g^ i#5ftt|.. 30^ 51 

* *\^*}JL K,K-TmM3.^°\*}~ 20mlS. Afl^^tj.. SOTCofl^ 360ml# ^7>^ 
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^ 20 ~ 25T?°1H 2A]# iE^H ^^^m ^ 10°C*1H 1A1^> ^ m^}^. ^ 
* nfl^-i: 20m IS Afl^}$cf. 40TC4M ^^S^o} ^£7} 99.6%^^-<y 

^* 7.53g(^: 16.1%)^- ^Sj-gt).. 

55> NMR(6, CDC1 3 ): 2.51(s, 3H), 8.70(d, 1H) , 8.80(d, 1H), 9.21(s, 1H) 
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l^^* 1] 

Wtt 2] 

r^^s- 3i 

*n i sa°H, -*7i 2-^1 ^-3-(^^-2-«a)-3-^^3£i^. tii o]^^ x^i^ s) 

^8 Sfe ^S^. 
MJt 1 * 4] 

*Q 3 #7] ^<^7]^ t-^A>o]^.ol ^ ^,o S ^i=. wj-^ 

[$^8" 5] 
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C^T 1 * 6) 

*fl 1 9X^, -g-^7> c>Hl£MH€, ^^-ir, N.N-t^^^i^nl^, N>N -ri| 

^. 

[^^J- 7] 

*)1 6 ^ofl &<>H ( -i-E]H^ l ^JjLofl tfl*H oHlsujH^ 30 vfl^l 40 -§-^ 

8] 

*ll 6 3^ 1 f^ofl tfl^ 15 ^} 20 -g-^^ N.N-i^N 

91 

6 -i-^H^ 1 tflisH 15 tfl^ 20 N,N-i=M 

^ 30 i-fl*] 40 -g-^^ *}~8-*Mr ^wjog 
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